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T^m^^i* h^*h ■& ^ -frssiife ^-g-^°i 

ol, Afla^ se^ ^4 ^ ^sr^ JMM3°1 &<>> $\s.j$. s.^ ^-g- 


£ 1 
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-fJ-£.SJ| ^^{INOSITOL-BASED MOLECULAR 

TRANSPORTERS AND PROCESSES FOR THE PREPARATION THEREOF) 


7l7> t^Is.^^ ^^1(2) £ 3^#*1 d-Arg 9 (l)3 ^2.^ ^-4 til^ 

£. 2fe -g- trfs oli.All- -B-JESflsq. tils ^#oi d -Arg 9 3 *W M ^5-# «1 


Sife ^1^1 JiS^ ^^-^4 ^ 45L^A5. ^^Cf. *1 

<=>lf^l ^^^1 -fi-^^^ 2.7,H 3 J£.<#o_^ &£.-s}JL, ^3 Si #11 # 
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< r**>7l flt!- tS.^ 7fl^£M #4. 

4W *#4 4# $ 4^4 ^-g. Afls. xfl S ^*> 7 ) *«|jt) ^ oafe, 

^ °<M*7l* 7 r *l 4*33. ^€ ^=E^4 4^3. *]-f-<H*! dfc^ ^3E4# 

#3 -g-cl^Tfl 3.43. ^ja. *<M£4# 4*1 43 °<H^r # 

^41, W^l* 7>^1 Us. 4 4 ^-i- 4-§-*H ^#*Rr l-i- is t t &4. 
4. 

1985M £3 ^^4 HIV 444^4 ^*}<?1 #a> 

trans-act ivator)£.*\ 86-1027fls] o^l^x}. ^.g. efl^ (Transacting 

transcriptional activator) ^r^^lM J£ ^^c-fl , Efl^-f- t^^Hc- It 4H ^7l^ ^ 

n (AA 49-57H *fl#4fe *844S7> Aflxiq-g. ^^o] a^4ji 544. 

#7] ^7l^ -fj-A}^ ^4°"!^ 2:4-5.3. , 4^-4 ^£7} ^ 

^(PTD, Protein Transduction Domain)^- #433.^, 4-7] 5. 14 Antp JL 

H£.S.^9l(Antennapedia homeodomain) ^r^^, Herpes 444^ Q^lk VP22, NLSCnuclear 

localization signal sequence) $14. 
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IS. 1} 


1 — pnrw^ara 1 



rilV-l Ej|e (48-60) 

GRKKRQRRRPPQC 

1 

AntP (43-58) 

RQIKIWFQNRRMKWKK 

2 

VP22 (267-300) . 

daatatrgrsaAsrpterdrAparsasrprrpve 

3 

SV40-NLS 

PKKKRKVC 

4 

— ¥¥iiTS¥2T^! 

krpAaikkagqakkkkc 

5 

NF-kB 

PMLKQRKRQA 

6 

HIV-1 Rev (34-50) 

RQARRNRRRRWRERQRG 

7 

FHV 5L E. (Coat) (35-49) 

RRRNRTRRNRRRVRRGC 

8 


•lei* 4^ ^^s>^ j}**) ^-8-31 (receptor)^ (transporter)^ 

o>e.7]\iolu|. ejAlo] ^cf^- ^o]cf. 

# ^JE ¥^ ^^]-*^- ^ai*] xfli^-g-(endocytosis)^ ^Sfl 4|aE. vfls. 7 > 
^ ^A5L flt}.. 5fl#Efl-B-(Lebleu) (AA 48-60)^ o>e 7 ]vl 9^ 

*ll(Arg 9 )7 r tfli^-g-^ ^«fl 45. xflS °l^€4*r 3^ tg^ 4^ ^(FACS) 

flteo., <?7<?, 585, (2003)). 

Stir, BflH^- £o] M ^4^^. 3-71 <a*(| o>e 7 )^o) tg- 

-3*H ^^S. -§-g-*]-7l t^c&ifr <£^o) X)5L£\o] #tj.. eQ* s.^ > 1991V | ^> 

(Mann) JtyS. *]~§-*H ^5£xfl ^ 3L-£o) ^7>€ ^ j^^o^ 
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(Mann, D. A., Frankel, A. D., EMBO J. , JO, 1733 (1991)). 
<13> 1994M, H>=.i-g-(Barsoum) ^-<>1 EflH i^^sl ^^^-^ 214 Shfr «flm (AA 1-72) ^ 
Hfol^Sf <^7l^ #7l* i^-*Rr SE t*«. BflH (AA 37-58) ^bMj=^. A>-g-*H 4)3. 

Ml JL** ^4. <>)t^ M}^ « ^tfl^tf. <$ 7 )s$ # 

^ SMcKBarsoum, J., et al., Proc. Natl. Acad. Sci. U.S.A., 91, 664 (1994)). 
<14> ^B}?l(Futaki) o\sL7}^°] ^tl: ^Bfol^ofl $3. o]s-o} 

pf-fi p>HS.4^1 RAW264.7 43E.°1] tfl^ ^4 ^£.* ^SVfc**. ZL ^s)-, o}5. 7 "|\iol ^ 
39^01 = ^01 Efle ( M 49-57)4 ufl^- ^.A>tb ^4 jaojji, 7 }-# SL^tl 4 

(Futaki, S. et al., /. Chem. , 276, 5836 (2001)). °>=-7l\i s., 6>s.7l\i4 ^ 

. °W^¥7i7} Afia^-i: *4*fe*n ^-i: ^Al^tf. 

<15> ^bM, o>ul2n<*H 7l^sl^(chirality), ^ zJ<>1 , #3^-244 44 *B?al 

^ ^44 4^71 ^ ^-2:3 <3 4-fi-£7> 4 < S*fl : S ^ #4^ 3* ol-g-^>«^ fllcI(Wender) 

^ ^Sol^Cpeptoid) £4 ^^)% 7m^%**. ^^JLS-fe, Bj)i= (AA 49-57), <£4\i 
*| y.-fM H 3 Q44— "§"1 AntP (AA 43-58), L-°\^7]\i (R5-R9), D-4^-7l\i ( r 5- r 9) ^.4 4<# 
tb ^2:<H1 3* *4 ^ = 4H(Jurkat) Afli'fl ^t!r * FACS* 4-§-*>4 Afli4 ^.4 

A 3-§- ^4, L-o> = 7l\i2l 9^3)1 7} Bflm(AA 49-57)Ji4 ^ s.-£o) 20*fl ^5. 
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**l * VS. 10-7010772, v)^**) *Q 6,495,663 Wender, 

P. A. et al., Proc. Natl. Acad. Sci. U.S.A., 97, 13003 (2000)]. 

2-3*H13 ^a.cffe ^Mjia t^W^^H ti| «<>i 7l*i*Kr ^0. S ol 


[^c] ol«j77> ^ 7] #3} 3)-^] 

<i9> £ W q ^± ^ m ¥ ^oi -f-^ oli^Al* ^-s^l ^ JS*** *(W 

<20> £ 4- ^-7) Ol^AH- * £j a;« i**H? t ^£ xflSL 4<MH- ^*>7l 
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<21> *7l ^oflA^, *> 7 ] la S A]S) fe olJcAl* -fr5L*fl# 

4: 


<22> [J}*}*) 1] 

(?Rl)4 


(ORi) 4 


(?Rl)4 


R 3 Cf 


Jp OR 2 


<23>^- 7 ] ^oflAi, 
<24> 

-CD-(a^-NH^NH2 
R & **** °W4H, i tfl^ !2 ig^oj ^o^; 

<25> R 2 ^ R 3 fe ^ ^I^AS H, «l ( *)*«L. « | ^ a . tttt( -(Cf^JlHR 1 , 

-(CHg)^" , -COR"' SL*r -S02R""^Ji, «H7H>H, R'. R", R'" ^ R""fe ^jo]^, 
m-a: 2 tfl^l 5 ^o^, ^ ! ^ 5 igc^ ^o^; 

;26> P^r 0 xfl*) 2 U^S} 3^°H; 

:2?> X * ^ ^3A5L -0-C0-0-, -0-C0-NH-(CH 2 ) m -0-, -0-C0-(CH 2 ) r 0- 2^ -0-(CH 2 ), 

-CO-NH-CCHsVO-oljT, oJ 7 l<M, m^r 2 vfl*l 5 ^ x 5 ig^ ^oj 
4. 
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^31; iii) <»Hi$- ^<8sH #31 iiWH sl-WM oHt^ s.<a*Hr #*l; 

^ iv) #7fl iii)oflA-1 jif^t^ oHt^s] ^^^^711 51<a*Rr #7i]-l- 5. 

^*Hr, ^71 IS. o^Al-i- -fKE*fl£l aflat^* >fl^^. 

€• 1^ «l2nAl# -frS^ ^l^AlS. ^^ofl t^fc 

^*fl^ $m. SE^r, S|.*H l<q ol^AH- -fi-£.*fl*r olitAll- ^o]^( d imer)(p=0 

*1 ^-f), ol^All- HB^oH(trimer)(p=l^l ^-f), °1Je>|« ^HbH (tetramer)(p=2<2 

^ ZL o)^o\ ^Efl(p= 3 ^ SU-^, «>liiAl* ^*fl7> 

[S|flH 15] 

R,0 OR, R,0 OR, R,0 OR, 



-8-71 
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^ Ri. R2, R3, X, X' % pfe ^oj^. ^.q.. 

<35> o)±X\^ cfo)^ ^^(p=o*l ^4-)^ SJ-*H lsj 6|)3.Sf i}7] 


<*> 2] 



^ [3?-*Hq 3] 



<38> [^-^ 4] 



<40> Ri. R 2 . R 3 « X^ 
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*N*£ &x\i$o} 100 xfl*l 1,500 g/«K! ^ ^>t> 3l£-*> 

-fK£*fl^- #7l s}-*H 2 vfl^l 4<*fl 4^ w}^ Qo] 7}j£tiH 

tf<£$ ^-fM S^WM £V€ ^^flS. ^i^. 

^(blood-brain barrier) ^ ^^)^ -g-ol*M| *r SX^r. 

^7) 2 *fl*l 43. 5*1 3^ -B-S.^)^ i) /^o- 5cy//o-<>licAll-^ 

*la.^.Ai7icfl jti7i«* ^a*fl* #31; ii) #31 iHM ^1- 

°l2**l* *W £fe #31; iii) °VQSJ- <r*8*H #31 iiW 

A 1 ^ JMNM <>r*l^hi: 5-^^ #31; ^ iv) #31 i ii)<=fl^ ^^r S^l"^ 
N -^:#<H1 ^c\^€\^7)% J£«a*K=- #31 » 5L^-*Kr U"1H ^ ^|3t€ ^ 91^. 

#*l, #31 i)<M*r Sfe scy//o-ol^A]l.^ *l=s. A )7li ^*1 ^d^^AS. 
^ iLl7lf s.^ ^ $1-^, $1*1 #^3*1 ^7lsl £<3 <« [»°1aV 

^li^Al^.-^ ^ Aje)^ al%« ^^7l, #<83), tfl^#^, *r£=W 122, 1998] 
611 ^131€ ^-^.s. ^ ^cf. ^1 i )ofl-H <3<H*l ^*r*fl#3 »>^^ <*3>1fe *>7l 

5 tfl^l 13^ ^tttt * ^ $X^- 
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(11) (12) (13) 


<46>#7l *H*L R\ R", 1 g m£ -tf7HH 34)$. »W &<L^, Bn£r $L<£°]5L, PMB^ ^1^- 
<47> 5 ^ 7S1 ig-Tg^ 2^ 3^1-^ >112:§>71 

^■§-^3. *H 2,3:5, 6-^ -0-°l e) *&-myo-°} ^^j- ^ i-OH SE^ 4-0H°fl 
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(5) "' 


#7] -±)ofM, TBDMS^ tert-*f-^^^o]5L, PMB^ ^^aM^H , B n^r 

^^^^(diastereomer)^ ^^g-s *I|2:3M. t& 7>*1 ^Efl3 ol^34|^bi- <g 7 l ^ 

#71 ^.^4) g ifl*| 103 aj-Wfr ^3 s?-«H 33 J^** ^ls*>7i 3t!r 

*|3.*1, zl ^ 2*«H 8 ^ 93 myo-o}^.*]^ 5 £ 63 SJ- 

"fl^fe ^ 1 , 6 : 3 , 4-^ -O-o] ^ ^i-myo-o) ±X\ ^ jf 2 -0H 5E*r 

2«5fl £.Al^ 43- ^-t)-. 
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<53> <$ 7 ] q<$*\, Bzfe ^l2:^o]ji ( PMB ^ Bn o. ^.o.^ ^^j. H ^ ^ 

#3)13*1, 3. ^ 11 ^ 12^ s^-§-£: PlSi^Y #-§-(Mitsunobu reaction)-!: *tfl 

# »]S$V ^, 2-OH 5Efe 5-0IH -S^a.^. ^4 cj-^- Ji^l-i- i^^H SX 

<55> [wV-g-^] 3] 
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<se>^7l ^ofl^, Bz£ ifflS^olaL, Bn£ PMB^ /r«|q-Alittfo]th 

<57> #7] *fl2*3(SH-^ 2 ^ 3)<L*L £^ $ 7}*) tg Ej|^ °1 <g € 4) o3-g- ^ flc*. 

<58> ¥&<£tfc]E.7] £ o>nl 7 )-i- S^fe 3**H 7, 10 ^ 133 Sj-^gr, 1 

*fl*l 33 43-2.3. 17113 *lH.^Al7lnV-i; 5, 6, 8. 9, 11 ^ 12)1- 

3*1^3.2.3. ^^-(alkylation)Al^ *\}2l^ ^ ^o.^ , 130) 

*ll 2:4^-1: ^fl^iLS. M-Hl-ifl^ *>7l 4«=fl 5.^1 3b ^Jl, 7 ^ 103 ^# 

<59> 4] 



(13) 


<60> J£ 7 ) ^X\ t R\ R", 1 ^ m^r 2 4<>fM W>4 #JL, Bn£r SSl^^ul, Bzfe 

^^1 *!HI([The Chemical Synthesis of Peptides, J. Jones, Clarendon Press, Oxford, 1991] 
ol^AH- ^-*fl $3)4) ^ satf. #71 3-8-7KX ^ X')*r ^^All- ^-B" 
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<4-8-s)*r *H*SiM A>-g-^ ^ ^0.14, q.tf) -0-CO-0-, -O-CO-NH-C^^-O-, 

-0-C0-(CH 2 ) i-O- Hfe -O-Wi-CO-NH-CCHa^-O-C^^^A^, m £ 2 vfl*l 5 ^3 ^^ojji, i 
^- 1 *fl*l 5 ^o} «>^a|*>4. 

<62> ^| iii)oflAi^ > #3] ii)oflA^ 3«q£) -g-^(condensing 

agent), ^A r 0 l#3.«^?K»iLtH*l — l-tS-C^^l^^tj]^)^^)]-^^?!-^ 

-butyloxycarbonyl)7]S. ILilQ t^<^^r ^ ^o]^. ^ o>nl o>^^|. ^-g-A]^ 0}*!^ 

"^([Protective Groups in Organic Synthesis 3rd Ed. T. W. Greene and P. G. M. Wuts, 
Wiley-Inter science, 1999] ^S), S>7] 14s. 5^5}^. oVnl^^Caminoaikanoic 

acid)"*} ?M wKM*ri=r. 
<64> i^-xj 14] 

H0 2 C-(CH 2 ) n -NH® 

<65>^-7l <*H*1, 1 tfl^l 12 ^*r<>H, ®^ 2L3L7)o)t%. 

<66> Aj. 7 ) iaV-§-,g- ii)<^l^| 1 14^1 10 20 

^al 0 tfl^l 60 TC $flSJ £r£«*)H 5 96Al?i ^-o> ^ 

t!: -B-71-g-ufl f^A} <^7l §H1 N.N-^-Boc-N'-BBl^-f-iS.^^a.'d^-oHia 
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4 <&-§-<M^ *°Wt\*7]& £<a^- ^ #7) N,N-^-Boc-N'-S^^iLS.nfl^5.^^- 

d W^^ [T. T. Baker, N. W. Luedtke, Y. Tor, H. Goodman. J. Org. Chem. 2000, 65, 
9054]ofl #^41 *fl2:^ <^ Sl^, ^ ^l^tl ^asr^* *H24| 10 3? lH M" 

eJ-HH »r*r 

60 t:^ ^rSoflAi 12 vfl*l 120*1*1: ^-o> <f* &th 

<69> #7] #7fl ii) iv)*lH, 3^ 5 ifl*] 13^ f^^o] ^7l 2^.2.3. 


'»».JL-o 

< 5 >* s Vr 0?MB 



OPMB 


OPMB 


OR| 

It J OR, 

R »° NBoc 
Rr-CCMCH 2 ) n .NHA NHB( 


R|0, 
BnO* 


00(0-1-12) 


NHTFA 


S- -OMCHj^-NHBoc (if-1-12). Rj-PMB 
- -CO-CCH^-NHBoc (n-I~12), Rj-H 
IzTRj- -CCKCHjVNHBoc (n-1-12), R 2 - 
L-^R,- -OHCH^^NHj. HCI (ir»l-l2), Rj- ^ 
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<71> ^oflAi, Rl> R 2 $ n *. B ><q. 

S. JiA7l* »171*>JL, o^^-(acylation) *«f) t-Boc (tert-butyloxycarbonyl)7lS. 

m tpjre ^o]^ oHi.AKRjofl «n^)^ £<a ^. ^ PMB ajr^m «i* 

^ 44(dansyl. 5-^nfl^o>T 1 li c -i-u|.Hl:€^S^(5-dimethylamino-l-naphthalene sulfonyl)) 

^*>^fe SL^l^, ^^(Rgbfl «H3.) - # ^ flr*. 

<74> ^-7]^ -fi-A>*>7fl o]^ll- #3*<>] «11^]e(x= -0-C0-(CH 2 ) r 0-), <>r«W=.(X= -o-(CH 2 

)l-C0-NH-(CH 2 ) m -0-), 7>t3fp||olH(X= -0-C0-NH-(CH 2 ) m -0-)S. M-*H#£. #7] 

<£&q*} HHKtThe Chemical Synthesis of Peptides, J. Jones, Clarendon Press, Oxford, 
1991] &3L)SLS. afla^ ^ o^cf . 

^7) oflA]^. sqo} tfe SL€r 5 tfl*] 13^ gtffe SL^)S. ^7} & 


<73> 


<75> 
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■g-oluj- ol^-^^ ^ aJbJ) S ^i^, ^ 1^-^ ^ ^ -M^-i- ¥4^- 

4. 


<78> ^ofl i: ($-lA-^-(hn^-2,3:5,6-^-Cho]^n^^x&- my o-o}±A)&.c>) ^ 
<79> /nyo-olicAls. ( 50 g 2 78 mmol), 2,2-cH^-*lH.3.^; (150 ml, 1.2 mol) ^ 

■SKJ: (1 g, 5.2 mmolM: ^^oJ|^5cs.c>p) = ( 2 00 ml)ofl ^f°} ^ 21^:$ ^ 100 tH*i ^> 
^1^4. ^r-S-#* Aj-^-o.^ -^tl 4# HBH'&ol- 1 ?! (10 ml)* ^ZL ^l-ir ^ # 

^ (25 mO-i- HZL ^|^>^cf. cj^. yV-g-^-g- sqelri (150 ml )*f| 0 tH*i iffl 

(200 ml, 1.74 mol)!- 30g- ^§-<£ a^*] (syringe)^. ^7>*>^cf. ol^A^ tiV 

^- 3? ^o)1^6j]^3 ^o. s ul^)A>^ A>7l ^# (35.55 g)* <25M. 

<*> m.p. = 322-325 ^ 

^ !H-NMR (CDCI3): 1.30, 1.43, 1.50, 1.63 (4s, 3H), 3.73 (dd, /= 9.6Hz, 11.1 Hz, 1H), 4.36 
(dd, /= 9.6 Hz, 10.6 Hz, 1H), 4.41 (dd, /= 4.5 Hz, 9.6 Hz, 1H), 4.78 (dd, /= 4.5 Hz, 
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4.5 Hz, 1H), 5.42 (dd, / = 4.5 Hz, 10.6 Hz, 1H), 5.60 (dd, / = 9.6 Hz, 11.1 Hz, 1H), 
7.45 (m, 5H) 

<82> *flsaf| 2: (^-2,3:5,6-^-^li=S.^^^-wr<>licAll.s] *H2 

<83> ^2:^1 1<>1H (d)-l,4-^-^te^-2,3:5,6-^-^o]^SS^^iffl-/w- 0 li=. A ]l- 

(35.5 g, 75.8 mmol) NaOCH 3 (2.41 g, 45.48 mmol)-8- CH 3 0H (500 ml)°fl ^ 16*}& & 
Q^-*}^. ^V-g-l-i: #£0.3. ^tl * W M^JL CH2CI2 (700 ml)* ^7>^ ^ *f*| 

(18.21 g )-a- ga^. 

<84> m.p. = 169-171 TC 

^ ty-NMR (CDCI3): 1.38, 1.46, 1.48, 1.54 (4s, 3H), 2.36 (d, /= 8.8 Hz, 1H), 2.45 (d, / = 
2.9 Hz, 1H), 3.32 (dd, /= 9.4 Hz, 10.5 Hz, 1H), 3.83 (dd, J = 9.4 Hz, 9.4 Hz, 1H), 3.90 
(ddd, /= 2.9 Hz, 6.4 Hz, 10.5 Hz, 1H), 4.02 (ddd, J = 4.8 Hz, 8.8 Hz, 9.4 Hz, 1H), 4.08 
(dd, /= 4.8 Hz, 6.4 Hz, 1H), 4.48 (dd, /= 4.8 Hz, 4.8 Hz, 1H) 

<86> *]] S aj] 3: (^-l-^^-^T^^^^-2,3:5,6-^-^l^H^^^-^^l^All.Sl 2)12: 
<87> *)l2ofl 2<*fH (3-2,3:5, 6-t)-0-°]&Z.£.*&?]v&-myo-°]2r.A\^: (6 g, 23 mmol) ^ 

oW*** (5.2 g, 76 mmol)* N,N-t)^3.^o}v] S. (70 rnD^l ^<?} 0 °C°fl^ tert-^A 
#S2H2=. (3.8 g, 25 mmol)» ^7}^ cf-g- #-£<**\ 14*1 *V £ 
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NaCl g NaHC0 3 ^-g-^o.S. 4)3*Kn. MgS0 4 S. ^2L^M $\*&^ ^Al^al # 3. 

s.vys.zL^m^cyA^mo)^^^ = 1:10 ~ 1:1)3. «^ ssfl^ #7l s.*fl 

(5.84 g)-§- <3&nK 
<8S> m.p. = 148-150 r 

<89> Ml-NMR (CDCI3): 0.14 (s, 6H), 0.93 (s, 9H), 1.35, 1.42, 1.44, 1.53 (4s, 3H), 2.87 (brs, 
1H), 3.26 (dd, /= 9.4 Hz, 10.4 Hz, 1H), 3.87 (dd, /= 6.4 Hz, 10.4 Hz, 1H), 3.90 (dd, / 
= 9.4 Hz, 10.4 Hz, 1H), 3.97 (dd, /= 4.4 Hz, 4.6 Hz, 1H), 4.03 (dd, /= 4.4 Hz, 10.4 
Hz, 1H), 4.29 (dd, /= 4.4 Hz, 4.4 Hz, 1H) 


00 ^<n) 4: ($-4-0-^-2, 3:5, 6-^-0-°] ^Z-Su^^-l-O-t- ^^^^-myo-o)^]^ 

<91> 3<*IH ^-l-0-t-^^^^-2,3:5,e-^-0-o]±^^^-myo-^]^] 

# (5.76 g, 15 mrnol)^- CH 2 C1 2 (100 mlH ^91 ^ -£sJ-£-( I ) (10.7 g, 46 mmol), HH^tLS. 
p>o]c (5 47 ml> 46 njnoi) ^lH^^S.-^- o>o)^.^= ( 0 .55 g, 1.5 mmol)* 7}^}3L 

2*\D: M^mty. °io]& -g.^^. -t^oiHoii ^^a]7]5l ch 2 ci 2 s. ^m^t ^ 

0 -9# #I1-*H ^Al^lul & a.S.^>S^LSfl5i)(ofl^oHlBi)o]H:^ = 1:40)3 ^*fl 
*H uL*fl#^ ^-7) S*f| (4.91 g)-g- <S 

<92> m.p. = 89 e C 

<93> !H-NMR (CDCI3): 0.12 (s, 6H), 0.90 (s, 9H), 1.31, 1.35, 1.40, 1.41 (4s, 3H), 3.31 (t, 
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/= 9.7 Hz, 1H), 3.65 (dd. /= 6.6 Hz, 10.4 Hz, 1H), 3.85 (t, / = 9.3 Hz, 1H), 3.98 (dd, 
/= 4.3 Hz, 10.1 Hz, 1H), 4.07 (t, /= 5.6 Hz, 1H), 4.27 (t, /= 5.6 Hz, 1H), 4.80 (s, 
2H), 7.21-7.40 (m, 5H) 
<*> MS (FAB) m/z 465.21 (M++ H) 

<95> aflsoj) 5 : (dd-4-0-^-2,3:5,6-^-(ho)±E.^^-wyo-o]^}^^n^ 5^ £}-^"§-)£] ^ 

oe> afl^l 4*lH (^-4-0-^-2, 3:5, 

qyo-o]±A]% (4.6 g, 9.9 mmol)^- EflB^o] = s = ^ ^.o] ^ 6|E^^^£w #^-^.5} 
(1.0 M -g-^? in THF, 29.7 ml, 29.7 mmoDl- 7}*}3L 7*)?} SL^]^. 

-§-^-i: ^m d Hl^l°lBS. t}-g- 3Es^ NaCl^-g-^^-S. >Hl^«1-JL -B-7]#^- MgS0 4 

3. £2^1 ^1 ^ -fe-^m cf-S- ^(hexane)*-^. Tfl^SH €^ al^l^ # 

71 5.^11 ^# (3.7 g)* <2£i}. 
^ m.p. = 131 "C 

iH-NMR (CDC1 3 ): 1.33, 1.36, 1.43, 1.46 (4s, 3H), 2.40 (d, /= 8.4 Hz, 1H), 3.39 (t, / = 
9.6 Hz, 1H), 3.65 (dd, J = 6.4 Hz, 10.4 Hz, 1H), 3.78 (t, /= 9.8 Hz, 1H), 3.94-4.02 (m, 
1H), 4.18 (t, /= 5.6 Hz, m), 4.24 (t, /= 4.9 Hz, 1H), 4.80 (s, 2H), 7.22-7.40 (m, 5H) 

<99> *)] S a)l 6: (dd-l-Chp-^X\^-2,3:5,6-^-0-o)^S.&^^-myo-o}^}^(^^ 6^ Stffr 
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<100> 2°1H ($-2,3:5,6-*)-0-<>]±Z.3.3&2]®-myo~<>}±A)% (5.59 g, 20 mmol)-g- 

«^<1«It4 n l£ (90 mlW ^91 NaH (0.96 g, 40 mmol) 5? p-*W*l*M #S.e^o]S. 
(3.2 ml, 24 mmoOl- 7}*}uL ^oflAi SH^H^t}-. 10*1 & 3 ^o] -f^s)^ 0 t:<M 
7f*H ^^1^4. «go^ .g^^ CH2CI2S. * 3E3*€ NaHCQ3 ^-§-^ SL3. ^1 

^*>ul -f}-7)#-i- MgS0 4 S. t}~g- ^^>c^ ^a^U # HS.n>SHifl3rKofl^o> 

^bIMB:^ = 1:2 - «^ oL^l^ #7l a^fl ^# (2.2 g)^ £$4. 

<101> m.p. = 153-154 t: 

<102> lH-NMR (CDCI3): 1.32, 1.44, 1.46, 1.52 (4s, 3H), 2.27 (d, /= 2.5 Hz), 3.24 (dd, / = 
10.1 Hz, 10.1 Hz, 1H), 3.75 (dd, /= 4.3 Hz, 10.1 Hz, 1H), 3.79 (s, 3H), 3.83-3.92 (m, 
2H), 4.01 (dd, /= 10.1 Hz, 10.1 Hz, 1H), 4.27 (dd, /= 4.3 Hz, 4.3 Hz, 1H), 4.71 (dd, / 
= 12.1 Hz, 1H), 4.82 (d. J= 12.1 Hz, 1H), 6.86 (d, / = 8.6 Hz, 2H), 7.32 (d, /= 8.6 
Hz, 2H) 


*l|2:<4| 7. 4-Boc-<4°l^fHK4-Boc-aminobutanoic acid)^1 *\)2: 

(1 g, 9.7 mmol)^- fert-M£# (15 mlH ^^J ^ 5 N NaOH (1.93 
ml, 9.7 mmol)» 7}^jl S^)^ 10-g- ^ ^A^tf. 0^7)^} tert-^-^. 0 ^ (17 ml)°f| 
tl ^-^-^-^-^7>^.t1lo]E( d i-^ r ^- butyl - dicarbonate ) (2.33 g> 10 .7 mmol)* 7}f>}3L 
■gr^M 24*\& 32^1^4. o^ 7 H H 2 0 (12 ml)# 7>* * ^^1^1 A 

0 °C3, ^X\7]5L -&<>H<2} P H7> 27> 3 nfl^l 2 N H 2 S0 4 « *\7}*}ft^. -g.ofl.g_ oflTg 
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6 M^IIi *#*>JL H 2 0S s%2\i& * -fM^-g- MgS0 4 SL 4# ^ 

«-s» ai^i)^ ^-7i i^o 3j.^-# (2.i g )-g- <^5a^. 

<105> m.p. = 57-58 *C 

<106> 1 H-NMR (CDCI3): 1.45 (s, 9H), 3.19 (m, 2H), 4.70 (brs, 1H) 
<iot> 8: e-Boc-^Hic^AVAVCe-Boc-aminohexanoic acid)3 

<ios> 6-6Hici?l-=S.>}-(6-aminocaproic acid) (10 g, 76 mmol)^- tert-*fW* (100 ml)<^l 

^ 5N NaOH (15 ml, 76 mmol)# 7>§>Jl #£0^ 10^- j5H&Al^t}. ^7) ^>-§-^6|) 
tert-^^ (100 ffllH 3-ferHMa-^nja>IMS (18.3 g, 83 mmol)# 7>^ * ^fr 

24^1^1; ^o> jatt>A]^c^. <^7H H 2 0 (100 ml)* 7}^ * $tt«H 4-§- 
0 ICS. ^^A]7l31 -g-^^ P H7> 27> ^ nfl^l 2 N H 2 S0 4 « ^V^S^. , -g-d|* 

ofl^oHlEflojHS. ^#*V^1 H2OS * -B-7]#-g- MgS0 4 S. cf-g- 

^Al7)jl # aLS.DVSnHflsKoJl^o^EflolH:^^!:^ = 20:10:0.3)3. ^*ll*H «^ 3. 
^71 JJW (17.9 g)* 

:109> m.p. = 38-39 *C 

110> iH-NMR (CDCI3): 1.30 (m, 2H), 1.40 (s, 9H), 1.50 (m, 2H), 2.28 (t, /= 7.4 Hz, 2H), 
3.01 (m, 2H) 

m> *\}2id\} 9: 8-Boc-<4*1^4^(8-Boc-aminooctanoic acid) o} ^ 
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<ii2> 8-<>r D l^Hl#(8-aminocaprylic acid) (970.3 mg, 6.1 mmol)-8: ferHfWtf* (14.7 
ml)<m ^r*l ^ 5N NaOH (1.44 ml, 6.1 mmoDS 7>*>JI #£<>1H 10-g- #7] 
fer^J?.«U» (10 mlWI ^-fer^lM^riUIWH (i. 46 g> 6 . 7 mol) ^. 7> 

*>al ^oflAl 24Al^> M®*)^, O^H H2O (10 ml)# 7>H * fl^H 

^^OtS ^^M^U -g-<^ P H7> 27} ^ nfl^l 2 N H 2 S0 4 1- ^7>*>^cf. ol<>H, o| 

£ -g-^ ^lloHlt^lBS. ^f^Jl H 2 0S. Afl^ * MgS0 4 S Cf^- 

^^•*H ^-^l7luL # ^^^^^(oll^o^lEilolM:!-^^:^ = 20:10:0.3) 
JIL*fl#<q #71 3.z\) (1.78 g)^g- <£$X*%. 

^13> m.p. = 57-58 r 

C114>1 H-NMR (CDCI3): 1.30 (m, 6H), 1.45 (s, 9H), 1.46 (m, 2H), 1.63 (m, 2H), 2.34 (t, / = 
7.4 Hz, 2H), 3.10 (m, 2H) 


:ii5> ^2:^) i 0 : fj.N -Bis-Boc-^}^^ 

:ii6> ^-tKguanidine hydrochloride) (4 g, 42 mmol) ^ 4 N NaOH (42 ml, 0.1 mol) 

# 1,4-c14a> ( 80 m i)ofl ^o)jl 0 ICS. ^z^-a}^4. o}7H ^-^^M^laillalH (20 

g, 92.1 mol)!- 7>tb ^ #^.£.5. 18*)?} S^l^tf. ^gfl^ ^g-g. jd^cq 1/3 

H 2 0 ^ 3EsH3 NaCl ^-g-^ £i^L 4^*>J1 MgS0 4 S. ^ ^\^}cz\ ±- 

^Al7]al H^}£nsti3HCH 2 Cl 2 : Me0H = 20 : ^*ll*H #7] (6.47 g) 
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<117> m.p. = 144-145 t 

<118> *H-NMR (DMSO-flfe): 1.39 (s, 18H). 8.47 (brs, 2H), 10.42 (brs, 1H) 

<H9> ^sofl u: ^^-Boc-^'-H^^^S^^S^^o^Tac^yv-dj-Boc-^'- 
t r i f 1 uoromethanesu 1 f ony 1 guan i d i ne ) afl 3~ 

<120> ^ £0 | i 0 «H ^^-Bis-Boc-^oH^[ (6.05 g, 23 mol)* CH 2 C1 2 (40 mlH) ^r*l 
^ ^sHl 6 } 1 ?! (4.8 ml, 34.5 mmol)-§- ?$7}-s}3L -78 r°IM Ba|#*> ^r#(triflic 
anhydride) (3.9 ml, 25.3 mmol)^: ^\7}S. ^7>*>^cf. ^ -§-^-i- 4<*-]# ^-^><^fl # 
■gr^S. * 3 a1^ *g m^l^t}. 0]^, ^-71 -g-^-i- 2N NaS0 4 « H 2 0S. Afl 

^*}JL -fr7l#^ Na 2 S0 4 S. ^Al^l ^ SI^H ^A^lul ^ HS.n>SZLSfl^(CH 2 Cl 2 ) 

S * n#°.g. €^ S.A aj-W (7.09 g)* <2&t}. 

:12 i> m.p. = 114-115 t: 

:122> !H-NMR (DMSO-Gfe): 1.45 (s, 18H), 11.45 (brs, 2H) 


*f|2:«fl 12: 2-^^S^-^ol^AH- iMi^olE(2-^benzoyl-winositol 
orthoformate)^! 

W-olicAl* (50 g 278 mmol), H^^l^ -SL^SSpIHe ( tr imethyl orthoformate) 
(63 ml, 570 mmol)^ /HHr^-g^-ir (2.0 g)-8: ^^tH^lt*^) JE. (200 mlH ^ ^ 120 

7*m SWsa^. <2£ -%r°A^ 50 °C«\)*\ 2*\& #<&^& if slem 
(100 ml)* 7>S>31 0 ^S^#S.eVols. (35 ml ? 299 mmol)» 37r*rS^. oj£. -g.o_n,g_ 
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tf-M-H «Vf- (10 ml)* 7>*>ji 30-g-tf cf£, ijB-^-i. oJ)ig 

<>MN°lS3. SHqzyjL NaHS0 4 , NaHC03 ^ NaCl 3H^$t}. ol^A^ -fr 7 j 

W <$7\ 3LA W# (35.5 g)^ <3&4. 
el2 5> ra.p. = 206-207 TC 

tl26> 1 H-NMR(acetone-d 6 , with drops of DjjO): 64.26 (m, 1H), 4.37 (m, 2H), 4.50 (t, /= 3.8 
Hz, 2H), 5.52 (d, /= 1.3 Hz, 1H), 5.57 (app q, J = 1.9 Hz, 1H), 7.50-8. 1Kb. 5H) 

:i27> ^cn] 13: ^ 

028> ajj^ 12 6j|Ai 2-0-^S:^- m yo-o)^X\^ SL^SL^o]^ ( 10 g , 34 mrnol)^- CH3OH 

(200 mlH ^o]jL t j^s.^^xy (646 mg> 3 4 7] .^. ^ 6Q ^ a 

* SH-*}^ ^jl ^o> u-^i*H thfr. 443 a3fll . 

o^K* CH 3 0H $ ^lloH^olHS SH^M ^ uLiqitfS] ^-7} sM£# (8 g)-§- <£S 

129> m.p. = 240-242 *C 

130> 1H-NMR(CD 3 0D- DMS0-d 6 ): 6 3.30 (t, /= 8.9 Hz, 1H), 3.66 (dd, /= 2.6, 9.7 Hz, 2H), 
3.73 (dd, J = 8.9 Hz, 9.7 Hz, 2H), 5.69 (t, /= 2.6 Hz, 1H), 7.51-8.09 (m, 5H) 

I3l>*}]2^1 14: 2-^^-1,6:3,4-^-^1^=^^^-/^0-01^1^ ajjs 
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<K2> Tjiefl i 3 ofl^ (5.0 g, 17.6 mmol) 3? 2-^**1 

(2-methoxypropene) (10.1 ml, 105.5 mmol)-g- ^^cUSafdMs. (100 ml)°fl ^°]3L 0 £41 
^ p-M^-S^ (335 mg, 1.76 mmoDt- M"¥<H 7>*>^^. #£<HH 20*]# 

* 3.^ NaHC0 3 ^-S-^l (200 mi)°fl ^-<H i#ul <*«*M|3Me ( 40 o m \)3_ ^ 

^#t!r 3E3^ NaCl ^-§-^| (400 ml).2_3. ^o^$t}. olo^, ^ 7 ]^-i- 

32: (MgS0 4 )*m ^ ^*}aL ^^.^^^^(^^oV^lEflojEr^A}. = 1:3 . g ^ 
^3 (^I^MN^m 9? n-«!^>)^- 4^*H «^ ul^^ >8-7l S*0 (2 g)^ 

:133> m.p. = 181-183 t: 

:134> iH-NMRtCDCls): 6 1.40, 1.48 (2s, 12H), 2.97 (d, /= 1.5 Hz, 1H), 3.83 (dd, /= 2.1 Hz, 

8.4 Hz, 2H), 4.09-4.15 (m, 3H), 6.06 (t, /= 2.1 Hz, 1H), 7.47-8.09 (m, 5H) 
135> MS (FAB) m/z = 387 (M++ Na), 365 (M + + H) 


15: ( ^-2,3-^^1^ = 5.^ s) v&-mycr-°} i^ll-^ 
myo-°)±*)W (50 g, 277 mmol), 2,2-cH^-*l =-S.# (85 ml, 691 mmol) ^ p-^^ 
(500 mg, 2.6 mmol)^: ^-(methyl sulfoxide) (160 mlH ^ ^ 90-100 

t:°lH ia1^> ^.o> s^Al^cf. ^-g-g-^^. 20 "CS. ^ZM?1 * (200 ml) ^ ofltfl 

- (1 D« ^ 2^1^ ^-o> JuaVAl^l tj.^. Eejofl^oVui (10 m i)# ^ 4Al ^ v ^ ^a]^ 
4. *>-§-°l ^S)^ o$3itf± ^ CH 3 0H/<>l]^s. (1:5 , 240 ml)S. ^*}JL zfl^*} 
°* *H -H^l^ # 7 ] S^l (51 g)* 
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<i38>m.p. = 165-166 r 

<139> lH-NMR (CDC1 3 ): 6 1.32, 1.47 (2s, 6H), 3.09 (app. t, /= 9.1 Hz, 1H), 3.53 (dd, /= 9 
Hz, 9.3 Hz, 2H), 3.90 (app.t, /= 8.7 Hz, 1H), 4.34 (app. t, J = 9.3 Hz, 1H) 


^l^l 16: (3-1, 4, 5, 6-^^-0-^-2, 3-0-°) ±2.S.^^-mya-o]^)^ z\)2i 

afl^afl 15°1H ^ ($-2,3-0-°}&Z.2.3gz]T&-n t yo-°)±A)^ (20 g, 90.8 mmol) ^ NaH 
(47.5 g, 1090 mmol)# N,N-t\^ig3L%-°}v} 2= (600 ml)°l| ^91 ^ 0 "C«1H iffl^ w.S.ti>ol c 
(108.02 ml, 908 mnol)# ^ol 2*1# ^ 20*)?} M&*}%t\-. 

Sh§-°1 f^s)^ ofllioWHHS. ^#*>JL NaHC0 3 g NaCl ^-g-^JLS. ^l^t!: 

MgS0 4 S. #2L*\%1 4^- flW-uL ^ 3S.n> S ZLEfl3i) (ofllo>^]El]olE:^jA}: = l:9)S ^afl 

iH-NMR (CDCI3): 6 1.37, 1.55 (2s, 6H), 3.42 (t, 7= 8.7 Hz, 1H), 3.88 (dd, /= 3.7 Hz, 
8.8 Hz, 1H), 3.79 (dd, /= 7.0 Hz, 9.5 Hz, 1H), 3.99 (app. t, /= 8.5 Hz, 1H), 4.10 
(app. t, /= 6.2 Hz, 1H), 4.27 (dd, /= 3.8 Hz, 5.5 Hz, 1H), 4.72-4.90 (m, 8H), 
7.22-7.40 (m, 20H) 


:143> ^^ofl 17: ($-l,4,5,6-Q)^£hO-^-myo-Q)±A}^ 

:i44> *j]2.oi| i6<HH.<g,g- ($-1, 4, 5, 6-^^-0-^-2, 3-0-°} ^^^^-yyo-^^m (42 

g, 72.38 mmol)^: 80% <>HlH^ ^-g-^ (290 ml HI ^r^ul 100 TC<M 3*m 3L#X\-(l Jf. 
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*^*m4. -8-^-a- <^*M3MJL-«|# (1:2) -%-*l<L3. *B£ 

3*H ul*l)tfS] #7} 3.*) (36.5 g)-!: £5W. 

<M5> m.p. = 126.5-127 

<146> iH-NMR (CDC1 3 ): 6 2.40 (d, 4.5 Hz, 1H), 2.45 (s, 1H), 3.44-3.51 (m, 3H), 3.85 (app. t, 
J= 9.5 Hz, 1H), 4.0 (app. t, 7=9.5 Hz, 1H), 4.21 (brs, 1H), 4.7-4.97 (m, 8H), 
7.25-7.40 (m, 20H) 

<14?> ^dfl is: idd-l-0-n^-2,3,4,S-n^-0-^-scyJlo-o}hL^}^ afls 

<148> ^dfl i 7 o1)a^ (^-l,4,5,6-EflHe|~0€^-/»yo-oliiAl^ (30 g, 55.53 mmol), 

ifl^3t^(triphenyl phosphine) (17.5 g, 66.63 mmol), (8.1 g, 66.63 mmol) ^ t^ofl 

^o>2:iq7].s.M.^EflolH(diethyl azodicarboxylate) (10.5 ml, 66.63 mmol)» (300 ml) 

^-ol^l 80-85 T><%X\ 4Al^> S^>Al^cf. l&-g-0] ^E)^ <34*H «££r # 

flWul ^ 3.^>SZLEfls) (ofl^oHlEllolE:^!<V = 1:2)3. ^*I]*H Jl^ll^ #7] 5.2)1 
J*W (30.8 g)^ <3&4. 
<149> m.p. = 135-136 TC 

<150>1 H-NMR (CDCI3): 6 2.45 (s, 1H), 3.55-3.77 (m, 5H), 4.7-5.0 (m, 8H), 5.39 (app. t, / 
=9.8 Hz, 1H), 7.10-8.05 (m, 25H) 


<isi> *|] S 6)i 19: l-0-*&2L<£-scyIlo-°] M 

<152> ^12^] 18°)H <2£r (d)-l-C>-^2^-2,3,4,5-BflHH^~(9-^l€-scry/cro]^]^. (8 g, 12.4 
mmol) ^ 20% Pd(0H) 2 /C (4.3 g)» CH 2 C1 2 /CH 3 0H (1:2, 210 ml) £th 
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H 2 (50 psi) 7}^ *H 24A]# ^.o> £.^1^4. °1°H. -g-^-g- <^4*|-al # 

^ * CH 3 0H3. 7fl*!3*H ^ s>fl ^ # (3 6 

<153> m.p. = 245-247 T? 

<154> 1H-NMR (CD3OD): 6 3.30-3.40 (m, 3H), 3.55 (app. t. /= 9.2 Hz, 2H), 5.1(t. > 9.7 Hz, 
1H), 7.45-8.1 (m, 5H) 


ci55> a)];^ 20: l-0-W&9*-2,3:5,6-xl-0-o)±^^y&- SC y IJo -o}±A)^ ^ 

» 424 19<>iH l-^*a«-«y//o-<>l2nAl» ( 6 gf 2 1.11 mmol) $ pHW 

(400 mg, 2.1 mmol>8r A^tH^if-©^^ (100 ^.o] ^ ^£0^ 2-"{|-^a] =5.^ (10 

ml, 105.6mniolM- 30-g- q?}*}^. -g-ojj-g- 2 *m ^-o}- JEL^l^l 2 -nfls. 

Al — ^ (10 ml, 105.6 mmoD-i- ^7>t!r ^ 8*1*]- ^ 3.3^ NaHCQ3 ^r-&-^* ^ul JH«V*m 

oflfioMl^MHS. ^#*KH MgS0 4 S ^SAl^l ^ ^|^>^cf. o]c>jA^ ^^(ofl 

l^HlBflol^^A]. 2 :l)*H ^3. ^ ^ 33.43.^*1 (o||om 

^HS.:^ = 1:1)3. -*7l a^H SHNS- (2.1 g)-i- <3$tK 
157> m.p. = 284-286 r 

158> 1H-NMR (CDCI3): 6 1.44, 1.48 (6H), 2.46 (d. /= 2.8 Hz, 1H), 3.76 (app. t, /= 9.4 Hz, 

2H), 3.88(app. t, / = 9.4 Hz, 2H), 4.13 (dt, /= 2.8 Hz, 8.8Hz), 5.7 (t, /= 9.3 Hz,lH), 
7.27-8.1 (m, 5H) 
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<159> ^dfl 21 : 

g, 5.8 mmoD-i: (40 mlH ^ CaH 2 (0.59 g, 13.3 mmol) ^KS.'dtHnlc^ 

(carbonyldi imidazole) (2.35 g, 15.4 mraoO-i- 7>*>31 iH^Al^i}. 11a]# j=| # 7 1 -g-*?^- <^ 

4* * ^a^U « H^SZLsHiKofl^oHl^olH^AV = l:l) 

sL 3*||tiM *H jLSIUM -8-71 (2.6 g)^- £&tK 

sl 6i> m.p. = 144-145 "C 

?162> 1H-NMR (CDC1 3 ): 1.35, 1.46, 1.45, 1.63 (4s, 3H), 3.49 (dd, /= 9.3 Hz, 11.4 Hz, 1H), 

3.80 (s, 3H), 3.84 (d, /= 4.2 Hz, 1H), 4.17 (dd, /= 2.4 Hz, 5.4 Hz, 1H), 4.21 (d, / = 
9.6 Hz, 1H), 4.32 (dd, /= 4.5 Hz, 1H), 4.74 (d, /= 12.0 Hz, 1H), 4.86 (d, /= 12.0 Hz, 
1H), 5.35 (dd, /= 6.9 Hz, 11.1 Hz, 1H), 6.89 (d, /= 8.7 Hz, 2H), 7.05 (dd, J= 0.6 Hz, 
1. 5Hz, 1H), 7.35 (d, /= 8.7 Hz, 2H), 7.42 (dd, /= 1.5 Hz, 1H), 8.12 (s, 1H) 

:163> MS (FAB) m/z 497 (M++ Na) 


AdL<$ 22: 2-^^-1,6:3,4-^ -^]iM^^^-5-^-^)^Al^^- OTya -ol ^s.^ ^ 

mmol), Ag 2 0 (1.27 g, 5.49 mmol), /^l^j^^i^o] j= (744 ^ 5 49 

(molecular sieve) 4 A 1 g) « ^■W 1 i*a*«>HAt|.ols(tetrabutylaw»i«n 
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iodide) (101 mg, 274 pmol)# CH 2 C1 2 (10 ml)<>tl ^o)ji ^o|)a^ 30*)?} M&tmq. 

* H^>£ziHfl^(o11^o>Afltflo] S :«|AV = 1:2 ) S ^^t\jL **M<*WH 
*HS g n-^^H $<S| al*0#3 ^-71 SHHfr (837 mg)-g- £#4. 
<166> in. p. = 150-152 t 

<167> 1H-NMR(CDC1 3 ): 6 1.35, 1.44 (2s, 12H), 3.77 (dd, J = 9.5 Hz, 2.0 Hz, 2H), 3.80 (s, 3H), 
3.87 (t, /= 9.1 Hz, 1H), 4.15 (t, /= 9.3 Hz, 1H), 4.80 (s, 2H), 6.0 (t, /= 1.9 Hz, 
1H), 6.87 (d, J= 8.8 Hz, 2H), 7.35-7.57 (m, 5H), 8.0 (d, / = 8.3 Hz, 2H) 

<168> MS (FAB) m/z = 507 (M + + Na), 485 (M + + H) 


<169> ^fla&ofl 23: l,6:3,4-tq-^l^^Sl^-5-^^^Al^^-^ol^All-(^^ 8 o} 

:170> 224H £ ^ 2-^^^-1,6:3,4-^ ^liHS^^^-5-^^^Al^^-^ol 

i^ll- (700 mg, 1.45 mmol)# CH 3 0H (15 ml)°fl ^ NaOCH 3 (66 fit, 25% in CH3OH, 0.29 
mnol)* 7>*>ul 2Al^> ^-o> 7 y<£ ^*>£4. o]^a^ i£-§-o!}o} ^ 

#*]*H 4# 443 ji^)^. ^^>jl, CH3OH ^I^oH^oIes. ^o^o^ 

«4| JLH}^*) ^7) SL^i (484 mg)^r 

:171> m.p. = 191-192 *C 

172> iH-NMRtCDCla): 6 1.48, 1.50 (2s, 12H), 2.22 (brs, 1H), 3.59 (dd, /= 9.4 Hz, 2.1 Hz, 
2H), 3.82 (s, 3H), 3.82 (t, 7= 9.4 Hz, 1H), 4.12 (t, /= 9.3 Hz, 2H), 4.58 (broad d, J 
= 1.9 Hz, 1H), 4.80 (s, 2H), 6.89 (d, J = 8.6 Hz, 2H), 7.37 (d, /= 8.6 Hz, 2H) 
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<173> MS (FAB) = 403 (M + + Na) 


<174> Xl^oJI 24: 2-0-^-1,6:3, A-^-0^]±E.^^- 5 -^ p -^X\^- myo -o}^)^ 
<175> ^l^^l 23°1M l,6:3,4-^^li = ^^^-5^^^Al^^-^ol ic .All- (280 

mg, 0.736 mmoD-i- i/#cliiSf<»}BlE (5 mlH 0 NaH (70 mg, 

^ 55%, 1.47 unol)* 7>«>31 ^r-g-^^ tf£r£-3. 30&^V Jul*]:*}^. c*) 7 H 

(256 mg, 1.47 mmol)-i- 7>*>Jl tf^ofH ia]^ sn^^Ef. <>H^ , 5. 
M NaHC03 (50 ml)-i: <&-§-^ ^*}5L ^o}x\^o]^ ( 30 o ml)S. 

NaHC03(50 ml) ^ NaCl(50 ml) ^-g-^ ^.S. ^ -fMf^gr #2: (Na 2 S0 4 )Am J£ 

(320 mg)^§- <£<&t±. 
<17 6> m.p. = 180-181 1C 

<177> iH-NMRCCDCls): 6 1.47, 1.48 (2s, 12H), 3.62 (dd, /= 9.5 Hz, 2.0 Hz, 2H), 3.80 (t, / = 
9.2 Hz, 1H), 3.82 (s, 3H), 4.20 (t, /= 9.3 Hz, 2H), 4.37 (t, /= 2.0 Hz, 1H), 4.80, 
4.85 (2s, 4H), 6.90 (dm, J = 6.7 Hz, 2H), 7.27-7.39 (m, 8H) 

* 178> MS (FAB) m/z = 493 (M + + Na) 


A^<2\ 25: 2-^-^^-1,6:3,4-^ -^l^^S^^^-zz/yo-ol^Al^-Csl.^ gcq g|-^-#)^ J\)2i 
aflSofl 24«*H 2-^^1^-1,6:3,4-^ -<^]^^^^^-5<hp-v^^)^- /n yo-o]hL 

(283 mg, 0.60 mmolM: CH 2 Cl 2 °t| ^rSl 4- #-€r°iH Mn(0Ac) 3 (449mg, 1.8 mmol) g 2,3- 
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4#33-5,6-4*W^-l,4-tffl2:?l*r (147 mg, 0.65 mmoU-i- 7>*>ul 12A]^V 51^*>^^. 
£-8- S>-S-^ofl NaHC03 ^-g-«a} (30 ml)-!- *l*i*l 7>*}ui, <^^o>x||Eflol je ( 50 m i)3 3) 

* -^-7]f-i- (30 ml x 2*|) ^ 3L5|-€ NaCl -M^&i}. <>1«W. -fr 

32: (Na 2 S0 4 ) * ^*}oL H^Ml^lS.:*^ = 1:2 - 1:1)3. «^ 
^ ^-71 S.*fl S^* (176 rag)^- <3$Dl4. 
<181 > m.p. = 190-191 t: 

<182>1 H-NMR(CDC1 3 ): 6 1.48, 1.49(2s, 12H), 2.44 (brs, 1H), 3.64 (dd. /= 9.1 Hz, 1.9 Hz, 

2H), 4.02 (m, 1H), 4.13(t, /= 9.4 Hz, 2H), 4.40 (t, /= 2.0 Hz, 1H), 4.85 (s, 2H), 6.90 
(dm, /= 6.7 Hz, 2H), 7.27-7.40 (m, 5H) 

;183> MS (FAB) m/z = 373 (M++ Na) 


ci84> *)] S 6}] 26: 

2-CK l-o) n) z?}**.^ )-5-0-p-*\] ^ -1 , 6 :3 , 4-4 -O-o] ^ = ^ ^-/wyo-ol s 4 

:18 5> *fl 2 ofl 23<*lH 1,6:3,4-4-^1^ = 3^^^-5-^/7-^^1^^-^01^1^- (i 50 

mg, 0.39 mmol)# (3 ml)*fl ^-^Jl, CaH 2 (41 mg, 0.9 mmol)-i- 7>tb 20^- 

?> HtiVtb 4-8-, 7>.SL^4 0 1 4 4*(carbonyldi imidazole) (170 mg, 0.98 mmol)* 7H>Jl 36*1 

^ Jl^l^fil ^7) s^l- (184 mg)-§- °i^4. 

186> m.p. = 159-162 t? 
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iH-NMRCCDCb): 6 1.41, 1.49(2s, 12H, 2CMe 2 ), 3.80 (dd, J = 9.5, 2.3 Hz, 2H, H-l & H-3), 
3.83 (s, 3H, 0CH 3 ). 3.90 (t. J = Hz. 9.0Hz, 1H, H-5), 4.05 (t, J = 9.3 Hz, 2H , H-4 & 
H-6), 4.82 (s, 2H, PhCIfc), 5.92 (t, J = 2.2 Hz, 1H , H-2), 6.91 (dt. J = 8.7, 2.9 Hz, 
2H, Ph), 7.13 (dd, J = 1.54, 0.7Hz, 1H, imidazole), 7.38 (dt, J = 8.65, 2.7 Hz, 2H, Ph) 
7.44 (t, J = 1.4 Hz, 1H, imidazole), 8.17 (s, 1H, imidazole) 
MS(FAB) m/z = 475(M + + 1) 


<190> ^ofl 20<>1M 1-^^-2,3:5,6-^-^0]^=^^ ^-scyJIo-^hc^ (200 mg, 
0.549 mmol), -&3h8r(si lver( I ) oxide) (381 mg, 1.64 mmol) ^ oJ.ol.o_cH 
— (40 mg, 0.109 mmol)» CH^^^ ^^.^}o)b. (0.19 ml, 1.64 mmol)« 

^7}*}%^. 2 A\l)r ^ -ttal-olS* f-«fl * CH 2 C1 2 ^S. <^ # *\]^*}%t±. 

°1°H, NaHCOs $ NaCl ^-g-^°.3. AflSj^- ^ -%-7)%~£ MgS0 4 ii. &2zX\7]JL 

^ -8-7] 3^-§- (200 mg)^: <£&i}. 

:191> m.p. = 175-176 "C 

:192> iH-NMR (CDCI3): 6 1.44, 1.46 (s, 6H). 3.81-3.9 (m, 5H), 4.86 (s, 2H), 5.58 (app. t, / = 

9.3 Hz, 1H), 7.25-7.56 (m, 7H), 8.06 (d, /= 8.7 Hz, 2H) 
:193> MS (FAB) m/z 478 (M++ Na) 
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2: 

(200 mg, 0.44 mmol)-8: CH3OH (15 mlH ^91 * NaOCH 3 (0.04 ml, 0.17 mmol, 25% w/v in 
CH 3 0H)-g- ^7>*>ji 3*12: ^.o> ^Al^rf. <g,g. ^^.o.s. ^z^a^Iji -gsj?}-^ ^f- 

AiiL*| *H JI^I^ a> 7 ] s^)] arog. (150 mg)^. oj^. 
cl9f > ra.p. = 215-216 £ 

fl97> 1H-NMR (CDCI3): 6 1.46 (s, 12H), 2.41 (d, /= 2.7 Hz, 1H), 3.63 (t, /= 9.1 Hz, 4H), 
3.71 (t, /= 9 Hz, 4H), 3.87 (t, /= 8.9 Hz, 1H), 4.1 (app. t, /= 9.1 Hz, 1H), 4.83 
(s, 2H), 26-7.39 (m, 5H) 

:198> MS (FAB) m/z 373 (M++ Na) 


29: l-Ch^^}^-2,3:5,6-^-0-o)^^^^- SC y/ /o -o)^)^^^ n <q ^ 

20<>i]Ai l-C>-^lS^-2 ( 3:5,6-tq-<?-ol4i5.s.^E|^l- SCJ ,/y^oli 1 Als. (300 mg, 
0.85 mmoO-i: ^y^T^^o}^ ( 10 m i)ofl ^ ^ Q ' C olH NaH (57.8 mg, 1.44 mmol)* 
^■^ 4-§- jP-^^l^^^-S-efolc^methoxybe^y! chloride) (0.12 ml, 0.93 mmol)# 
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€ NaHC03 « NaCl ^^JLiS. 413*1-5^. *7)%-& MgS0 4 S. ^SA^U 

CH 3 0H (15 ml) ^ NaOCH 3 (0.05 ml, 0.057 mmol, 25% w/v in CH30H)!- 3Al# # 

(210 mg)-g- <£&t=K 
<20i> m.p. = 198-200 

<202> iji-hJMR (CDCI3): 8 1.47 (s, 12H), 2.41(brs, 1H), 3.59-3.63 (m, 5H), 3.65 (s, 3H), 3.80 

(app. t, /= 9.1 Hz, 1H), 4.76 (s, 2H), 6.87 (d, /= 9 Hz, 2H), 7.33 (d, /= 9.1 Hz, 2H) 
^ MS (FAB) m/z 403 (M++ Na) 


<204> ^ofl 30: l-^^^-4-(l-6]ul^€7>^^^Al)-2 ( 3:5,6-^-^ol^=s^Bl^)-5cr7yo-^icAl 

<205> ^ofl 28<*H 1-^^-2, 3: 5, 6-^-^1 ^i=S.^e)^)-5cyy/o-ol^ll-(70 mg, 

0.19 mmoD^r l~f-<ffl (6 mO^l ^r°lul, 4h£-<*fH CaH 2 (21 mg, 0.49 mmol)* 7}^ ^ 20-g-# M 
4<§-, 7>iL\|^oMT}# (81 mg, 0.49 mmol)* 7}^}JL 18*)?} ^-<£ M#Z}<%t± . aV-g-^- 
* 71=31 o^s}.^^- ^ # aS-^sziBflsK^^fMlBflolH:^^: = 1:1)3. « 

^ JL^^ ^-71 X^l (87 mg)-g- <3£^. 

<206> m .p. = 214-216 *C 

<207> 1 H-NMR(CDCl3): 6 1.45, 1.47 (2s, 12H, 2CMe 2 ), 3.80-3.87 (m, 5H), 4.85 (s, 2H, PhCHjj), 
5.45 (app.t, J = 1.9 Hz, 1H , H-l), 7.07 (s, 1H), 7.29-7.42 (m, 6H), 8.16 (s, 1H) 
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<208> MS(FAB) m/z = 445(M + + 1), 467(M + + 1) 


31: 4-^^-2,3:5,6-^-^o]i = S .^^^_ 5cy//0 ^ oliiAll .^ ^ 

:210> 2<HH 1-^^2:^-2, S^.e-^-^ol^HS-^^^-sciK/y^ol^A]!. ( 500 mg, 

1.37 mmoD^g- A^^lllf ^ D |E (10 mlWI * 0 £4M NaH (9.8 mg, 2.47 ramol)^ 

10£ * ^^.^©^(anyj bromide) (o.is ml> 2.05 mmoDl- ^JL <£-&<H*\ 20*1 
# -§■<£ H^Al^tJ.. ^-g-^ ofl^oHlBflolHS. ^#*>31 NaCl ^-§-<* 

- S * MgS0 4 5L ^ ^^jt ^ aS.^>SZLS|)3i| (ofl^oHlBllolE:^ 

^ = 3:7)3 4-^<y-l-l-^S^-2,3:5,6-^-<^ol^s^Bl^-5cr//^l^l-i. 
(450 rag)-i; <2Scf. 4-^^-1-^2:^-2,3:5,6-^-^01^=3.^51^-5^7/0- 
olicAll- (400 mg, 0.989 mmol)# CH 3 0H (12 mlW ^ NaOCH 3 (0.09 ml, 0.395 mmol, 25% 
w/v in CH 3 0H)-i- ^7>*>al 3*m ^o> ^A]^cf. ^,0.0.3. ^zJ-A^laL ^9}^ 

&n ^ ^ 5% <^<>Hl3HHig. ^lte*flo]3=(methyl 

benzoate)* $4| uL*0#£) ^7) &*\) 3^1- (290 mg)^: <2Sm. 

211> m.p. = 200-202 "C 

212> 1H-NMR (CDCI3): 6 1.46 (s, 12H), 2.46 (d, 7= 2.7 Hz, 1H), 3.57-3.68 (m, 4H), 3.83 (t, 
J= 8.1 Hz, 1H), 4.05 (t, /= 6.9 Hz, 1H), 4.28 (d, /= 5.7 Hz, 2H), 5.21 (d, /= 10.2 
Hz, 1H), 5.33 (dd, /= 18.1 Hz, 1.5 Hz 1H), 5.95 (m, 1H) 

213> MS (FAB) m/z 301 (M++ 1), 323 (M++ Na) 
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*M> J*ao( 32: 4-^(2-Ar,yV-^^<>W^li)-2,3:5,6-^^ $ 

2is> ^oj) 3^ oj^ 4-^l-2,3:5,6-cl-^oldb=S.^&|iffl-5cy//a-oli c Alt. (250 mg, 
0.832 mmol) ^ NaHC03 (139 mg, 1.66 mmoDl- CH2C1 2 /CH 3 0H^ *tf-M(6:l, 50 mlH ^°)3L 
-78 1C°1M <*B-§-^ *H s^o] ^ nfl^ Osl- ^7>^cf. tfAl -g-6«^ 

Ajjo] A>Hf^ nfl*^ N2l . q 7 y^. ^ E.*]^3.±# (327 mg, 12.49 mmol)-g- H?}*}^. *> 

4-0-°f| ^^-2,3:5,6-^-^0]^^ 21 €-5cy//o-^licAll. (235 mg)* £$1}. <&«H*) ^ 
4-^^^-2,3:5 > 6-^-^ol^HS.^s1ia-5cy//o-<>l^All. (i 50 mg, 0.496 mmol)* *BJ3B**H 
— ■sLttI^ (15 ml HI *r<?l ^ ^^^(dibenzylamine) (0>04 ml> 0 744 mmol)) o^ea). 
(0.04 ml, 0.744 mmol) ^ ^ = ( SO dium triacetoxyborohydride) 

(265 mg, 1.24 mmol)* cf-g- -10 TC^l^ 3*1*}- Jao>A]^t)-. «>-§.ol ^s)^ 

CH 2 C1 2 (60 ml)S ^#*>3l 1 N NaOH (30 ml) ^ H 2 0S 53 ^]a}*>5$cj-. o] 

°H. -fM^* MgS0 4 S. 32^1*1 ^ WBftq &^X\7)ZL & EL3.v}g.^X\ (oflTgo^ 

«HH:^ = 7:3)5. «^ al*)]^ #7] Sj-W (180 mg)* ££1}. 

216> m.p. = 144-145 TC 

217> 1H-NMR (CDCI3): 6 1.44 (s, 12H), 2.70 (brs, 1H), 2.74 (t, / = 6 Hz, 2H), 3.54-3.59 (m, 
4H), 3.64 (s, 4H), 3.74 (t, /= 6.2 Hz, 1H), 3.87 (t, /= 6.2 Hz, 2H), 4.0 (t, /= 6.3 
Hz, 1H), 7.19-7.39 (m, 10H) 

n8> MS (FAB) m/z 484 (M++ 1), 506 (M++ Na) 
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<219> ^dfl 33: ^^-yV^t^iffl^oVnl^ofl^^i-^t.jJ^^Al^^Bfl^)^^^^-^- 

<220> 0-o)^BS.^^-scyl/a-o}^)^r (3j-*H 13^ 3^-§-)s1 ^ 

<22i> ^is^ 32<>IM 

4-^(2-^^'fi|6Htii)-2 > 3:5 I 6^-^oli=sisl^- S c7/y^o)i t Alf (125 mg, 0.258 
mmoO-a- N,N-i=)^S.^-o}v]IZ. (io m lH ^rSl ^ 0 °C<>fH NaH (20 mg, 0.51 mmoO-i- ^7>*> 
#-§-3?* 0 "C<M 203- S^aI^I Jf. ofl^ti.s.2.o>AflEflolH(ethyl bromoacetate) 
(0.05 ml, 0.51 unol)* ^7>^ul ^oflAi 10*12- ^-o} M&X\%t±, ^-g-o] ^S]^ 
*fl*MH3. ^#*>ul 5.2)-^ NaCl ^ H2OS. ^fl^t!- 4- MgS0 4 3. tf^- #°}- $| 

^*>oL ^ 5LS.P>£zz.sfl3i| (oH^o>AflEflolH:^-tt = 3:7)3. ^*I]3H <#7] &*\] ^-§- (110 

<222 > m.p .= 130-132 r 

<223> 1H-NMR (CDCI3): 8 1.41 (s, 12H), 2.72 (t, /= 6 Hz, 2H), 3.58 (t, /= 6.3 Hz, 2H), 

3.63-3.89 (m, 13H), 4.36 (s, 2H), 7.12-7.40 (m, 10H) 
<224> MS (FAB) m/z 556 (M++ 1), 579 (M + + Na) 


34: 4-^(2-oH^m)-l-^(^^^Al7>^pfl^)-2,3:5,6-^-^o]^HS.^e|^l- 

^lS^l 33^1^i 4-^(2-^^^^^M^l€)-l-C>-(^m^l^^^m)-2,3:5,6- 
^-0-o)±.B.S,^^-scyJ/o-o)h^X\^ r (20 mg, 0.035 mmol)* CH 2 C1 2 -^^r £^-8-^(1:2, 12 
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ral)ofl ^©lal ^Bj-# *>o1 = ^-A>olc( palladium hydroxide) (20% on carbon, 9.7 mg)^ 7}^ 

* 40 psi^ ^7l^j *HH l^m aJL^f^cf. #-§-#^§- -teHSt" Tisjz., *j 
a)*! -M-i- $m*H 3 -8-^11 *MH «^ uL3fl#3 #7l it 

*il ^# (14 mg)-a- <29X^. 
<227> m . p .= 193-195 *C 

» Ml-NMR (CD3OD): 6 1.41 (s, 12H), 3.10 (t, /= 5.9 Hz, 2H), 3.27 (dd, /= 6.5, 1.8 Hz, 
2H), 3.69-3?90 (m, 11H), 4.28 (s, 2H) 


<229> ^3:oj] 35: 4-0-(2-yV, jV-^ iffl ^ ^1 ^ )-l-#-( ^1 ^ )-2 ,3 : 5 , 6-^-0- °1 = 3.^ a] 

<230> ^|2:ofl 330))^ 4-^(2-^^^^o>plx n 6fl^)-i-^(Bl|^Al7>^^m)-2,3:5,6- 

^-^o]i3 S .3g^rj5- scr y / ^o]v ! -Al^(20 mg, 0.035 mmol)* ^1^(3 mlH] *°)3L Na 0H « 
(4.3 mg, 0.107 mmoD-lr 7>*H #£:4M 10*13: ^-t> S^>^rf. Sj^H 
^T^r 3s ^^(2ml)« 7>*>J1 ^|^o|)^s(i 2 ^)S *S^g- ^o^s^. *r#<fl 5% 
aq.AcOH» 7 r *M pH7> 7^1 t}- ^ CH 2 C1 2 (4x4 ml)S ^ -fr?]^ £.0} £ 

S (Na 2 S0 4 )Al7]a! $\^*}*) JL^O) <#7) 3.*f| JMfr# (13 mg)^ <2$m. 

^-NMR (CDCI3): 8 1.41 & 1.44 (2s, 12H), 2.77 (t, J = 5.8 Hz, 2H), 3.35-3.91 (m,12H), 
4.37 (s, 2H), 7.20-7.40(m, 10H) 


<232>^A]ojl l: 3^4] 2(X= 0-CO-O, n=5«?l 3403 3f^#fi1 *fl2: 
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<233> l-i) /^-o^Alf. cfo)^ S^^-a} 

<234> ^2^) 21*1M ^#(1.62 g, 3.4 mmoD-i- (21 mlH * aflSafl 5 ofl 

*1 2£ W*(1.8 g, 5 nunol) £ l,8-^«>>a»H^M«aC5.4.0]*^-7-« 
(l,8-diazobicyclo[5.4.0]undec-7-ene) (0.05 ml, 0.34 mmol)^- 7>*>oL <tf£-°lH isa]^}- ^-o> 

^-fr^-fr C H 2 C1 2 S. ^#*Vul MgS0 4 S ^a]^ J£ ^^>c^ 
«|Aj./6j|^o>^)^ole (5:1)5. zfl^sH *^ ul*f)-tf^ ?)^& t±*}T>\ g}.^ ( 2 .23 

;235> ra.p. = 225-226 "C 

?236> Ih-nmr (CDCI3): 1.10-1.72 (m, 24H), 3.35&3.36 (dd, /= 9.3 Hz, 11.049.5 Hz, 11.1 Hz, 
2H), 3.49 (t, /= 9.3&10.8 Hz, 2H), 3.73 (dd & t, /= 2.6 Hz, 5.8&1.4 Hz, 2H), 
4.00-4.15 (m, 6H), 4.12 (dd, /= 5.9 Hz, 9.1&2.6 Hz, 5.9 Hz, 4H), 4.69 (t, /= 2.5&4.4 
Hz,4H), 4.82 (s, 8H), 4.95&4.96 (dd, /= 4.1 Hz, 10.5&4.1 Hz, 10.5 Hz, 2H), 5.04&5.05 
(dd, /= 6.9 Hz, 11.1&7.0 Hz, 11.0 Hz, 2H), 6.89 (d, J = 8.7 Hz, 4H), 7.24-7.42 (m, 
14H) 

237> IR (KBr): 1748 cm"! (CO) 
238> MS (FAB) m/z 779.82 (M + + Na) 


239> 1-2) myo-e\±A^ <>MlS>M= £.2.7} ^7) 

240> i-Ddl^ <£± Bov-o]2r.X\& tj-o]^ sj.^. (2 .21 g)^ CH 2 C1 2 (25 ml HI ^91 * 

CH3OH (24.3 ml) % /?-«^<ffl (286.1 mg, 1.46 mmoU-i- 7>*fca 14*1 # 
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-olicAll- z±o)v) d.45 g )^. oj^t} 

<2 41> m.p. = 169 1C 

< a42> 1 H-NMR (DMSO): 3.11-3.24 (m, 4H), 3.35-3.48 (m, 5H), 3.49 (dd, /= 9.6 Hz, 21.2 Hz, 
4H), 3.74 (s, 3H), 3.90-3.97 (m, 3H), 4.25-4.33 (m, 2H), 4.53 (dd, /= 1.8 Hz, 24.9 Hz, 
4H), 4.70-4.74 (m, 12H), 4.77-4.81 (m, 2H), 6.89 (d, /= 8.6 Hz, 2H), 7.21-7.35 (m, 5H), 
7.43 (d, /= 7.1 Hz, 2H) 

<a43> MS (FAB) m/z 619 (M++ Na) 


<244> 1-3) 6\%^ jg.^. oftil^xv^ s_<$ 

<245> ^A]ofl 1-2HH 2r^# (200 mg, 0.34 mmol), ^JM 8<*(H (1.55 g> 

6.7 mmol) £ ^^tHI^^H^^cI (62 .3 mg, 0 .51 mmoO-i: iV,yV-^nfl^3.^o>D>ol = (4 m i) 

(l-[3-(dimethylamino)propyl]-ethylcarbodiimide hydrochloride) (1.3 g, 6.7 mmol)-ir 7>*>31 

1<& ^J^i}. i&-g-ol ^sl^ CH 2 C1 2 S. * NaHC0 3 ^-8-^ 

5- Si H 2 0S. Afla^sfttf.. cl<^Ai, -ft-7]^-i- ^-^-&>ui Na 2 S0 4 5. ^a]^ j£ ^j^> 
^ f^^ofl 87])^ o> D ]^aVo] £ <g^ ^ ^ jLSfl^cq s-^ (776.6 mg) 

<246> 1h-NMR (CDCI3): 1.13-1.32 (m, 16H), 1.36 (s, 72H), 1.45-1.57 (m, 32H), 2.06-2.15 (m, 
16H), 2.95-3.02 (m, 16H), 3.7 (s, 3H), 3.85-3.91 (m, 1H), 4.22 (dd, 
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J= 1.9 Hz, 9.3 Hz, 1H), 4.48 (d, /= 11.8 Hz. 2H), 4.55 (d, / = 6.6 Hz, 2H), 4.60-5.68 
(m, 10H), 6.76 (d, J = 8.7 Hz, 2H), 7.05 (d, /= 8.4 Hz, 2H), 7.10-7.26 (in, 5H) 

<247> MS (FAB) m/z 2324.6 (M + + Na) 
<248> 1-4) p-o||-S-Al^l^ J±5l71^ z\)7) 

<249> jgx\<% i-3)<$*\ (705.1 mg, 0.31 mmol)^: CH 2 C1 2 /H 2 0 (18:1) (5 ml)4| ^<& 

^ 0 tS ^zJ-a^IuL 2,3-^#S.S.-5,6-^Alo>i 1 -i ,4-^2:^^ 
(2,3-dichloro-5,6-dicyano-l,4-benzoquinone) (139.0 mg, 0.61 mmolM- $7}^ Q"%r 
S^Al^cf. 2^ * NaHCQ3 ^r-g-^-£- 7}^ i£-§~§- ^a^ji H 2 03. ^ -fr7l 

Na 2 S0 4 S &£iA)7}5L fl**H ^H**l^ /r^AHa^i ^.S7l7> *ll7i^ ^ X# 
S^-M 4*3 SM!N* (373.9 mg)-!- 
<250> (CDC1 3 ): 1.17-1.26 (m, 16H), 1.37 (s, 72H), 1.41-1.53 (m, 32H), 2.94-3.05 (m, 

16H), 2.07-2.41 (m, 16H), 3.86-3.92 (m, 2H), 4.31-5.56 (m, 24H), 7.11-7.27 (m, 5H) 

<sx> MS (FAB) m/z 2204.8 (M + + Na) 

<252> 1-5) ^g-^ £^ 

<253> QX\d\) i-4)*1H (284.1 mg, 0.13 mmol) ^ N,^^*}™)^^ (47.6 

mg, 0.38 mmoD-i- oHl^Hl (4 ml HI ^ ^ 

5-^^^c>ul2 t -i-i4Hl:^^5.^1-S.Bl- 0 ]H.(5-dimethylamino-l-naphthalenesulfonyl 
chloride) (70.2 mg, 0.26 mmoDS 7}*}5L 51 4- °1# ^ 3E.^€ NH4CI ^-§- 
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^ (8.3 ml)-!: 7>*H 4£ <M*H|6WH3. ^#*>al NaCl ^-g-^ .2.3. 

^£4. o]<>H. -B-7lf-i; Na 2 S0 4 3. -f $*S-*H ^Al?|s & asp}l2zfl 

= 1:1)3. 3*fl*H ^W^ol JLSfltfsl *H ^ 

«■ (261.7 mg)-g- <3&4. 

iH-NMR (CDC1 3 ): 1.21 (s, 16H), 1.38 (s, 72H), 1.53-1.59 (m, 32H), 1.99-2.33 (m, 16H), 
2.83 (s, 6H), 2.94-3.04 (ra, 16H), 3.89(t, /= 9.8 Hz, 1H), 4.56 (dd, J = 12.0 Hz, 18.6 
Hz, 2H), 4.69-5.54 (m, 11H), 7.11-7.29 (m, 6H), 7.50 (dd, J= 8.4 Hz, 16.5 Hz, 2H), 8.03 
(d, /= 7.5 Hz, 1H), 8.18 (d, /= 7.2 Hz, 1H), 8.61 (brs, 1H) 
MS (FAB) m/z 2438.1 (M + + Na) 


<256> i- 6 ) o}*]^ t - Boc jijr^ ^ 

<257> 1-5)0^ (202.3 mg, 0.08 mmol)*, HC1 7>^3 ofl^o>^ 

(8 ml)^ ^ ^"^^ 45^- *L»}:*}JL ^IHsH t-Boc 
2.3.7)7} *j)7i^ -=-3 (180.4 mg)# 

<258> iH-NMR (CD3OD): 1.37 (m, 16H), 1.69 (m, 32H), 2.23 (m, 16H), 2.94 (m, 16H), 3.28-3.30 
(m, 1H), 3.44 (s, 6H), 4.71 (m, 2H), 4.95-5.62 (m, 11H), 7.21-7.30 (m, 5H), 7.87-7.98 

(m, 2H), 8.14 (brs, 1H), 8.53 (dd, /= 8.4 Hz, 15.0 Hz, 2H), 8.95 (t, /= 3.9 Hz, 1H) 

<259> MS (MALDI-TOF) m/z 1636.2 (M++ Na) 


<260> 1-7) ^.o}x^v]^7}^ £.<g 
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<26i> a^H i-6)oj)Al (141>6 mg> o 07 mmoD^. Ar,^cH«i«.oW H (2.8 ml) 

°fl ^rtl * S.sl^^o>n] (o.4 ml, 3 mmol) 3? <g£ ^yV-^-Boc-vV'-^^l-?-^ 

S.Dfl^i^^c>u|Ta (1.2 g, 3 mmoD-i- 7}S}ul tf^fH H^Al^cf. 2<£ 4^ 
<**HH* ^ul 2 N NaHS0 4 , NaHCX^ ^ NaCl ^-§-^.513. Afla|^. -fj-7)^ Na 2 S0 4 SL 

^W^^V 87fl H<y^ a# ji^-S-S? -=-3 SJ-M- (93.1 mg)-i- £84. 

<262> ty-NMR (CDC1 3 ): 1.13-1.65 (m, 192H), 1.60-2.31 (m, 16H), 2.82 (s, 6H), 3.24-3.36 (m, 

16H), 3.88 (t, / = 9.9 Hz, 1H), 4.56-5.51 (m, 13H), 7.11-7.29 (m, 6H), 7.51 (dd, /= 8.4 
Hz, 16.2 Hz, 2H), 7.99 (d, /= 8.7 Hz, 1H), 8.17 (dd, /= 0.9 Hz, 7.5 Hz, 1H), 8.22-8.28 
(m, 8H), 11.46 (s, 8H) 

<263> l- 8 ) +6\.t\t\lf7) ^3 t-Boc *L3L7]S>) 

<264> ^cfl i-7)ofl^ a^-g- ( 38 mg> o.Ol mmol)* He}#^SoMl^/CH 2 Cl 2 (1:1) 
(2 ml)<*fl ^-tl ^ tf-fr^H 5*m ^-<£ ja^Al^i*. zl^ cf^- ^ H 2 0 

£ <*«<>M|3MH* ^JL ^#-|- £o> ^^-*H c|^7l t-Boc 2L3L7}7\ *\] 

?m Ic^Jj i# JLSfl^ ^ (27 mg)# <£&t}. 

«265> Ih-nmr (CD3OD): 1.13-1.35 (m, 16H), 1.42-1.61 (m, 32H), 2.13-2.43 (m, 16H), 2.88 (s, 
6H), 3.02-3.16 (m, 16H), 4.01 (t, J = 9.6H, 1H), 4.64 (dd, /= 11.9 Hz, 18.7 Hz, 2H), 
5.01-5.61 (m, 11H), 7.16-7.28 (m, 6H), 7.52-7.66 (m, 2H), 8.00 (d, / = 8.6 Hz, 1H), 8.27 
(d, /= 7.3 Hz, 1H), 8.64 (d, /= 8.5 Hz, 1H) 


64-48 



#3 2004/3/22 


<266> MS (MALDI-TOF) m/z 1973.1 (M++ Na) 


<267> 1-9) i§^(Bn) 2.3L7)<*\ ^71 

<268> ^Aloj) i-8)ofl^ ^^r (10 mg, 3.5 uraoD-i: ofl^r-i- (1 mlH ^*k^*\ 

ol£.s. A >o]c (palladium hydroxide) (20% on carbon, 20 mg)S 7>tb 1 7l<£ <t±7)$\ *H 
*\ 4Al?> #o> J51^>^4. ^-%-^4r ^eMS(celite)-I- -f-^fl 7ii=Lal, .g-oj}^ ^j-oj- 

SIlHsH ^[^ 2.5.7)7} *H7Ha, 3Ltf JLSfl^ ^ (7 mg)-i: ^S^. 

<269> !H-NMR (CD 3 0D): 1.1-1.6 (m, 48H), 2.1-2.5 (m, 16H), 2.90 (s, 6H). 3.0-3.26 (m, 16H), 

3.97(t, J = 9.9 Hz, 1H), 5.0-5.7 (m, 11H), 7.29 (d, J = 7.7 Hz, 1H), 7.57 (t, J = 8.1Hz, 
1H), 7.67 (t, J = 8.1Hz, 1H),8.00 (d, /= 8.5 Hz, 1H), 8.30 (d, /= 7.5 Hz, 1H), 8.64 
(d, /= 8.7 Hz, 1H) 


<270> 4iA]ai| 2: S?-«M 2(x= 0-CO-O, n=3 ^ n=79l ^-f )^ St-thM ^Sl 

<271> ^-71 ^^H] lofl^, 1-3) #7lHH e-Boc-oj-til^^Aj-AV^ A)~g-*Kf % tfl^l 7 ^ 

2)12^1 9<*IM <g*. 4-Boc-^l^^Aj- ^ g-Boc-o^^^A}.^- A>-g--s>«^ 22} 
^ n=3 £ n=7<*l A^}^. 


<272> ^A]of|] 3: 3^*) 3(x= 0-C0-Otl 3-t-)^ ^#^1 

<273> ^IS^l 25^ sHJ-g- (42 mg, 0.12 mmol)-§- 3] e eH^S.^ (5 ml) ^1 ^91 ^ 

0 "C^H NaH (6 mg, 0.2 5mmol)^r 7}^-5L, <#-£:SLg- ^£1- ^ 25&?t M^^. «>-§-!- 
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-I- 4*1 0 t£ 26°1H (48 mg, 0.10 mmol)* 7H>JL # 

2Am ^o> S«]:*>5i4. °fl«°MI*MH. (30 ml)S. 3 

NaHC0 3 S3- <r-8-°-S (30 ml)4 ^<3<r(brine)3. ^^a, -fi-7l^* ^2:(Na2S0 4 )^m * ^ 

*}:n. «aan>szisfl3qa 3*H*>:n. ^#^3 4<>W (29 mg)* 

<274> m .p. = 168-170 XJ 

<275> 1 H-NMR(CDCl3) : 8 1.45, 1.46 (2s, 24H, 4CMe 2 ), 3.68 (app dt, J = 9.5, 2.1 Hz, 4H, H-l, 
H-l\ H-3, H3'), 3.82 (s, 3H, 0CH 3 ), 3.82 (t, J = 9.1, 1H, H-5'), 4.10 (t, J = 9.3 Hz, 
2H, H-4' & H-6'), 4.23 (t, J = 9.6 Hz, 2H, H-4 & H-6), 4.39 (t, J = 1.8 Hz, 1H), 4.79, 
4.85 (2s, 4H, 2PhCH2), 5.17 (t, J = 9.6 Hz, H-5), 5.58 (t, J = 2.0 Hz, H-2*), 6.89 (dd, 
J = 6.7, 1.9 Hz, 2H, Ph), 7.28-7.40 (m, 8H, Ph) 

<276> MS(FAB) m/z = 779(M + + Na) 

<277> #7) ^3)^1 JTOM. -i*H 14 IH^S- d >^2|- 

*8*}cq o>a] Zc/g-ir ^ *\-v)±<&e) SHM"^ oVdI^aV N-^:^:<H] ^p-oW^^l* 


<278> ^aH} 4: 4( x = O-CO-OSl 340^ ^2: 

<279> ^ofl 29ofl^ (43 mg, 0.11 mmoD-i: ^B^lE-S.^-^ (2 ml) <H| ^Sl ^ 

0 °OlH NaH (1.2 mg, 0.05 mrnoD* 7}^ ^^-S. ^r£» -8:3 25-g-# S^V^t}. 0 

T3«IH #71 tiV-g-lr^-, ^2:^ 30<*)H afr^S- (50 mg, 0.11 mmol)* ^<*1 
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& (3 ml) 7>^> * 0 ~ 5 t:°lH 30£ -f-<$ Jil^>al CH 2 C1 2 (25ml)3. 

3^ 3 NH4CO3 ^r&'l (30 ml)^.S. 4*. -fr^-i- #2: (MgS0 4 ) * ^^*>Jl 

^ a^vszLsflsiKofl^ov^i^oiErflajA]. = x . 3)s . ^^s><^ t&tf<>\ 

(41 mg)^ 
<280> m.p. = 284-286 Tl 

<28i> 1h-NMR(CDC13): 6 1.43, 1.47 (2s, 24H, 4CMe 2 ), 3.66-3.88 (m, 13H), 4.47 (s, 2H), 4.83 
(s, 2H), 5.12 (t, J = 9.3 Hz, 2H, H-6, H-6'), 6.88 (d, J = 8.7 Hz, 2H), 7.27-7.42 (m, 
7H) 

<282> MS(FAB) m/z = 757(M + + 1), 780(M + + Na) 

<283> ^. 7 ) ^^^^ x±o)u\ ^Bfl^ S^#«*fl, *1<*H ijij. ^.0.0. ^ 

^"lt^l; £«atb ^ oVdI^aJ-oI N-^-^^fl ^r^W^-fr 

SL^iLS.*) 4(x= 0-CO-OSl ^4-)^ ^^VS^r. 


<284> ^A]ofl 5: gj.^ 4( x = 0-CH 2 -C0-NH-(CH 2 )2-0 <*1 3^)^ ^2 
<285> ^3.^1 340^ oj*. s^#(8.3 mg, 0.022 mmoD^r *\)^} 35*lH 3^#(12 mg, 

0.022 mmoO-i- N J N-K)^Z.%-e>W<>)l=(2.5 mlH <^8r<*lH H^^l€°|-^1(3 jtrt, 0.035 

ranol), 1-*H = -=H ^SBBl c»># ^HS-efl^Hd-hydroxybenzotriazole hydrate, HOBT) (3.2 
mg, 0.024 mmol) ^ l-[3-(^^]^o>Dl} t )n S .^]_6{|^^ i i^o]p]^^AV 

(l-[3-(dimethylamino)propyl]- ethyl carbodi i mi de hydrochloride) (4.6 mg, 0.024 mmol)-i: 
%}2. 7}H\rJL 12Al# m«V«>5|cl-. <«©}Aj*He (i 0 m \)^ ^. M £\ 
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^■8-^1 (5 ml), NaHCOs ^-M (5 ml x 2), (5 ml x 3)3. *JW^ -fr7l$* 

^2:(Na 2 S0 4 )^ ^ $m*H ***fca aS.o>Szi«!ll3i)(oD^oHlBDolH:n-«|^ = 1:1) 
3. <2.<a^ ?1#*8€ a*TO (H mg)^ oi&cK 

<3W> Ml-NMRCCDCls): 6 1.40, 1.43 (2s, 12H each, 4CMe 2 ), 2.72(t, J = 6.1 Hz, 2H), 3.35-3.88 
(m, 25H), 4.23 (s, 2H),4.36 (s, 2H),7.02 (t, J = 6Hz, lH),7.19-7.39 (m, 10H) 

<287> #7l n^^. 13* -fh^ *U.2.3. <>HJS* «V-g-g; ^ 

o>b1^a}:^. 5.^$ * cl-Pli^o] s.<y^ S^fe^) o^i^ N-^#°fl =^o\t\^7]% 
S.<$-%±3,^ 4 (x= 0-CH 2 -CO-NH-(CH 2 ) 2 -Otl ^-f)^ ^l^rS!*}. 

<288> a]^c| i: Afl=£ifl ^ 3L-t 

<289> #7] ^-^l-* 6 !! S^frMSl ^*2(dansyl)7]« * 7}&2] -f-^ 

o] ^^u|cf3L <£b};j) 6>s.7l\i 9^=^11 (dansyl-Arg 9 , d-Arg 9 )^ AflSL ifl «J tH^ tfl ^M^* 

<290> ^^j C12 ^ -f-elHSCwell plateH 5^ #e}^l- ^3. =L JfloJH COS 7 ^lS.(monkey 
kidney epithelial cell)* wfl^>^tf. 10% FBS7> 5L^-€ DMEM(Dulbecco's modified 

Eagles's medium)^-S. ^}ZL 24Al# ^-^> <&3|3W*1 ^ 45.^ 7lo>(starvation)» ^*fl ^ 
^ ufl^l (serum-free medium) t**l 24*12: -§-<?> «1)^>^4. Afli-t- d-Arg 9 SE^b 

^A|ofl i *J 2 <HH *r€- ol2cAl* -fr£*l|3. 5^ ^-<& *)Bl(~7 pM)^ ^ 7^ 

#^•1- 7)tfl«>) PBS3. ^eM;E.o11 ^^(mounting)*!?! ^ ^^^(confocal 

microscope)^ S.°J^ °1 <4I, #^^r ^71*1-717} ^*fl Ar *SM*K 
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4# 455 ran)* a>-8-*>J1 wfl-ir-8- 40x tflo> 10x 0.3., # 400wfl ^cfl J?: ^%*>JI n 

<29i> £ (1) ,o_ d -Arg 9 § COS 7 4i7> safe #J*Wt=>fl 37>$^ ^-f M-^M-fe °] 
t>l*Hui; ( 2 )fe ^o>^^^-7l7> ^*>*fl m(^A)^ 1^ 1-6)°1H W») 

(3), (4) £ (5)fe ^o^xq^]* 1H-$ <M ^<>l7> ^ n=3. 5^7 

<?} 2^ ^l5.ofl ^7>*V^^- i+^H-fe olBl^oltf. c^7l 

<292> £ lofl u^y* «>S4- £*1, d-Arg 9 (°H*l (1))^ tt*4 aTO*(oW*l (3) vfl^l 

(5))S1 ^flivfl ^4^ol cl -f^*>JL f ^o>q^^- 7 )-i- £*1 f^*H 3^#(*lnl*l ( 2 ))£r 

^ M}S. tflS ^-43*1 n=5^ ^ ^cl» 7^ s^^o} ^(oH*! ( 4 ))7> 


<293> Al^afl 2 : ^-4^ <M 

<294> ^ol t^-f^ p>H3.s|-*I RAW264.7 ^]5L^ S^l-fr *|s|*H 

°lt^ «m ¥4 wljas>°14. 12 € #3HH°fl #el-^# ^Ji ZL $)4M 

RAW264.7 ^13L» ^fl 0 ^}^. «fl*|fe 10% FBS7> 3L^€ DMEM^-S. ^ZL 24*m ^ <£^Qa) 
sQ ^ Afli^ 7lo>* ^sfl *H*|4H t|-Al 24*m «fl^>^4. ^<*1M RNase 

(100 (ig/m\)£. ^eltb 44- *^(23-25 X:M*\ 5£-# Jl.2.i=.3|- = 3.3)^ (2 jug/mO^LS. 
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*H PBSsL 3*1 Afl^*>^4. o]^, tfltf ^£(23-25 t:)°fl 

<L3. a<9^ «:%*>5a4. °1 "41 , M-fr <^7]Al ? l7l $n Ar sIM^U*)^ 455 

nm)l- A}-g-s}aL wfl-i:^: tfl^- 40x tfl<£ lOxiLS., # 400«fl ^-cfl * ^%*>55l4. =L £41- £ 

<295> S. 251 (1) (5)*r ^ tfl# SMNWI U)^ d-Argg, (2)^- ?^c)^ 7 l 

7> *HHfr(4M4| 13 l-6)4H W), (3M5)*r TK>vqt]*7l# 

-B-^ ^n^AV^ ^dfl ^ol7> ^ n =3, 5 ^ 7<*1 ^3 sj-^H 23 5j-^#^r ^S°f| $7V 
*>^-ir M-^i+fe olpl^olcf. s. 23 (1) (5)<*M $ ^ #3 o]v]z\ 

^-^^ 43. xflS. M-Efvflji, 7}^} § o]n]*13 

(3) £ (5)3 ^1 M-^tfl^ >SM ^^ofl 2*1 

n=3 Sfe n=7S! 3-f7> *J)3- ^ -f^** ^ 5^. 

<296> S. 2^1 ^^S-^-Bl, ^3 23 3^#3 JM-$°1 7^3 

^11- 3^1-3 ^4S7> fe^-fr ^ 3d 4. 
<297> sEtb, Jf^l SL^MBtPrestwich, G. D. , Acc. Chem. Res., 

29, 503 (1996); Chung S. K. et al . /. Org. Chem., 67, 5256 (2002)]» -g- ^3 2 
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ifl*l 4 S1 >H2:€ 2^#£. «^ ^3^* ^ 

<298> o]Aj- <£b|£. £0}, ol^All- ^^^2:6j) ^o}^ C^H- 2E<a*H £ 

cfl 4^. oiitAi^. Afli^, ^ ^4 ^ -M^ ^4^*1 -*Hr*H, 

^71 tflsl 4* Safe ^> ^*«5L>H -fr^Tfl A>-g-^ ^ ojcf. 
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l 


(ORi) 4 


R 3 O x 



(ORi) 4 


-X 1 


(ORi) 4 

h6 


OR 2 


- 00- (GH^n-MK^^ 

R 2 ^ R3^ ^ ^3-2-3. H, «&2J, *l*3.tf«. -(CH 2 ) m NHR\ 

-(CH 2 )iC0 2 R' -COR'" 3£fe -S02R ,,,,o l^-, °W4H, R', R", R'" ^ R""fe ttW, 
m£: 2 vfl*| 5 13^3 ^^jL, l£- 1 ifl*| 5 ^fl^ ^^H; 

p*t o tfl*| 2 ^3 

^^^S. -0-C0-0-, -0-C0-NH-(CH 2 ) m -0-, -0-C0-(CH 2 ) j-O SE^ -0-(CH 2 )i 

MIt 1 * 2) 
*I1 1 
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f>}7] SJ-SH 153. 3.*)$$= °Mc*]* -fK£*fl: 
15 



W ^4W, 

Ri, R 2 , R3. X, X' p*r 1 qHW *tF. 


3] 


4] 


* 1 Sl*W. 


*A 1 5a<>W, 
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RiO 


Ri. R2. Rs * Xfe *!] 1 ^HM =83* «V4 
WW 6] 

i) scr//^°1^11-^ 7H j&jMl-i- 5L°^H <Sfe #31; 

ii) #31 iHM *:M»* *M*M <=>1^1# «MI £fe #31; 

iii) <>}^S}- #-g~§r ^*3*H #31 iiWH oHi^l- JE<y*Hr #31; ^ 
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iv) fcJfl N-^ofl ^oH^^-7l# 5L«g*Hr ^Tfl-I- i#*> 

-S>7l IS. £A]s|*r oli^All- -fr.£*fl<al 

$.■6^ 1 


(ORi) 4 


(ORi) 4 


£>-0~Gt 


(ORi) 4 


OR 2 


Rl. R 2 . R 3 . X, X' ^ pfe ^1 1 


7] 


* 6 fl*H , 
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(6) (6) (7) 



(#7l <*HH, R\ R", 1 % m£r XI 1 ^2\3t w>^- ^"ul, Bn^r ^^71o1ji, pmb^- p - 
1 3^ 8] 

r>\7] IS. X^sq^ S^Kr, -M^M: ^-^H 45. vfl 3E*r ^ 
sj-"^ 1 
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(ORi) 4 


R3O' 



(ORi) 4 


-X* 


(<j>Ri)4 

to 


-Ip 


OR 2 


Ri, R 2 . R 3 , X, X' £ pfe *i| 1 ^MH «>4 


9) 


^ 8 1W 

3^§- Sm^^H 100 ifl*| 1500 g/mol«?l -fr7lai|-Wa* ^8*-3. *Kr 


13 W 101 

*0 8 W $X°\*\, 

11] 

*A 8 &<>H , 

3**H IS. olirAll- -a-£^)7> 3L^r ^^^4 

^1 (conjugate)!- *§^*Hfe ^ 4}3 
12] 

*n 8 ^1 

3] (ion complex)* ^*Hr 3^§#. 
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13) 

*>7) 3j-*H IS. S.A]S]*r olicAll- -frSSfll- ^SflSAi A>-g-*H ^1^1^ 
5s)-*H 1 


(ORi) 4 


R 3 0' 


(ORi) 4 



-X' 


(ORi) 4 
.^"~^OR 2 


Rl, R2. R3. X, X' ^ p*r *fl 1 ^<*M 3^ 
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<120> 


POSTECH FOUNDATION 


sdosl .app 


INOSITOL-BASED MOLECULAR TRANSPORTERS ANO PROCESSES FOR THE 
PREPARATION THEREOF 


<130> FPO2004O1-0O41 
<160> 8 

<170> Kopatentln 1.71 


<210> 
<211> 
<212> 


1 

13 
PRT 


<213> Artificial Sequence 
<220> 

<223> a. a. 48 to 60 of HIV-1 Tat protein 


<400> 1 

Gly Aro Lys Lys Aro Gin Aro Aro Ara Pro Pro Gin Cys 
1 5 10 


<210> 2 

<211> 16 

<212> PRT 

<213> Artificial Sequence 
<220> 

<223> a. a. 43 to 58 of Antennapedla homeodoma I n 


<400> 2 

Aro Gin I le Lys I le Trp Phe Gin Asn Arg Arg Met Lys Trp Lys Lys 


1 


15 


<210> 3 

<211> 34 

<212> PRT 

<213> Artificial Sequence 
<220> 

<223> a. a. 267 to 300 of VP 22 


<400> 3 

Asp Ala Ala Thr Ala Thr Arg Gly Arg Ser Ala Ala Ser Arg Pro Thr 
15 10 15 

Glu Arg Asp Arg Ala Pro Ala Arg Ser Ala Ser Arg Pro Arg Arg Pro 
20 25 30 


Val Glu 


<210> 4 

<211> 8 

<212> PRT 

<213> Artificial Sequence 
<220> 

<223> SV40 nuclear localization signal 


<400> 4 

Pro Lys Lys Lys Arg Lys Val Cys 
1 5 
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10> 5 
<211> 17 
<212> PRT 

<213> Artificial Sequence 
<220> 

<223> Nuc I ooplasm In nuclear local Izat ion signal 
<400> 5 

Lys Arg Pro Ala Ala lie Lys Lys Ala Gly Gin Ala Lys Lys Lys Lys 
15 10 15 

Cys 


<210> 6 

<211> 10 

<212> PRT 

<213> Artificial Sequence 
<220> 

<223> NF-kB 


<400> 6 

Pro Met Leu Lys Gin Aro Lys Arg Gin Ala 
1 5 10 


<210> 7 

<211> 17 

<212> PRT 

<213> Artificial Sequence 
<220> 

<223> a. a. 34 to 50 of HIV-1 Rev 


<400> 7 

Arg Gin Ala Arg Arg Asn Arg Arg Arg Arg Trp Arg Glu Arg Gin Arg 
15 10 15 

Gly 


<210> 8 

<211> 17 

<212> PRT 

<213> Artificial Sequence 
<220> 

<223> a. a. 35 to 49 of FHV Coat 


<400> 8 

Arg Arg Arg Asn Arg Thr Arg Arg Asn Arg Arg Arg Val Arg Arg Gly 
15 10 15 

Gys 
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